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AB Title peptidyl carbamates Me02CCH2CH2CO-Ala-Ala-Pro-NHZ02CNRRl [I; Z = 
P-C6H4, R = H, Rl = Ph, CHMe2; Z = p-C6H4, R = Rl = Me; Z = 0-C6H4, 
CH(CHMe2)CH2, R = H, Rl = Ph] and Me02CCH2CH2CO-Ala-Ala-Pro- 
CH2N(CHMe2)COXR2 [II; X = O, R2 = C6H4N02-p, Ph, C6F5, CH2CF2CF2CF3; X = 
S, R2 = CH2Ph, l-raethyl-5-tetrazolyl, l-phenyl-5-tetrazolyl] were prepd. 
and they were tested as inhibitors of elastase, trypsin, and chymotrypsin . 
Thus, Boc-Pro-NHZOH (Boc = Me3C02C) were treated with RRlNCOCl or RRINCO 
to give Boc-Pro-NHZ02CNRR1, which were Boc-deblocked and then coupled with 
Me02CCH2CH2CO-Ala-Ala-OH (III) by ClC02CH2CHMe2 to give I. Boc-Pro-CH2Cl 
was treated with H2NCHMe2 to give Boc-Pro-CH2NHCHMe2, which was treated 
with R2XC0C1 to give Boc-Pro-CH2N (CHMe2 ) C0XR2 , which were Boc-deblocked 
and then coupled with III to give II. Six peptidyl carbamates 
specifically inhibited elastase without affecting trypsin and 
chymotrypsin. Kinetic studies showed that the inhibition was competitive. 
The inhibition is reversible and proceeds via the rapid formation of a 
strong enzyme-inhibitor complex, followed by slow acylation of the serine 
residue on the active site of the enzyme. 

IT 102284-31-lP 102284-32-2P 102284-33-3P 
102284-34-4P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation) 
(prepn. and deblocking of) 
RN 102284-31-1 CAPLUS 

CN 1-Pyrrolidinecarboxylic acid, 2- [ [ [ 4- [ [ (phenylamino ) carbonyl ] oxy] phenyl] am 
ino] carbonyl]-, 1, 1-dimethylethyl ester, (S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 102284-32-2 CAPLUS 

CN 1-Pyrrolidinecarboxylic acid, 2-[[[4-[[ (dimethylamino) carbonyl] oxy] phenyl] 
amino] carbonyl]-, 1, 1-dimethylethyl ester, (S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 102284-33-3 CAPLUS 

CN 1-Pyrrolidinecarboxylic acid, 2- [ [ [ 4- [ [ [ ( 1-methylethyl ) amino] carbonyl ] oxy] 
phenyl] amino] carbonyl] 1, 1-dimethylethyl ester, (S)- (9CI) (CA INDEX 
NAME) 



Absolute stereochemistry. 




RN 102284-34-4 CAPLUS 

CN 1-Pyrrolidinecarboxylic acid, 2- [ [ [2- [ [ (phenylamino) carbonyl] oxy] phenyl] am 
ino] carbonyl] 1, 1-dimethylethyl ester, (S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




NHPh 



IT 102284-36-6P 102284-37-7P 102284-38-8P 
102284-39-9P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation) 
(prepn. and peptide coupling of, with (methoxycarbonyl ) propionyl 
dipeptide) 
RN 102284-36-6 CAPLUS 

CN 2-Pyrrolidinecarboxamide, N-[4-[ [ (phenylamino) carbonyl] oxy] phenyl] 
monohydrochloride, (S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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• HCl 



RN 102284-37-7 CAPLUS 

CN Carbamic acid, dimethyl-, 4- [ (2-pyrrolidinylcarbonyl) amino] phenyl ester, 
monohydrochloride, (S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




HCl 



RN 102284-38-8 CAPLUS 

CN Carbamic acid, ( 1-methylethyl) 4- [ (2-pyrrolidinylcarbonyl) amino] phenyl 
ester, monohydrochloride, (S)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



H 




NHPr-i 



HCl 
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RN 102284-39-9 CAPLUS 

CN 2-Pyrrolidinecarboxaniide, N-[2-[ [ (phenylamino) carbonyl] oxy] phenyl] 
monohydrochlbride, (S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




NHPh 



• HCl 



IT 92279-27-lP 92279-28-2P 92279-29-3P 
• 92279-30-6P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of) 
RN 92279-27-1 , CAPLUS 

CN L-Prolinamide, N- (4-methoxy-l, 4-dioxobutyl) -L-alanyl-L-alanyl-N- [4 
[[ (phenylamino) carbonyl] oxy] phenyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



0 




NHPh 



RN 92279-28-2 CAPLUS 

CN L-Prolinamide, N- (4-methoxy-l, 4-dioxobutyl) -L-alanyl-L-alanyl-N- [ 4 
[[ (dime thylamino) carbonyl] oxy] phenyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 92279-29-3 CAPLUS 

CN L-Prolinamide, N- ( 4--methoxy-l, 4-dioxobutyl ) -L-alanyl-L-alanyl-N- [4- [ [ [ (1- 
methylethyl) amino ]carbonyl]oxy] phenyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



0 




NHPr-i 



RN 92279-30-6 CAPLUS 

CN L-Prolinamide, N- (4-methoxy-l, 4-dioxobutyl) -L-alanyl-L-alanyl-N- [2- 
[ I (phenylamino)carbonyl]oxy] phenyl]- (9CI) (CA INDEX NAME) 

TVbsolute stereochemistry. 



O 




NHPh 
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